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INTERNATIONAL PRELIMINARY 

EXAMINATION REPORT International application No. PCT/EP 03At 1 2 1 8 

I. Basis of the report 

1 . Witli regard to the elements of the international application (Replacement sheets which have been furnished to 
the receiving Office in response to an invitation under Article 14 are referred to in this report as ''originallv filed" 
and are not annexed to this report since they do not con^in amendments (Rules 70, 16 and 70. 1 7))\ 

Description, Pages 

1 "49 as originally filed 
Claims, Numbers 

6 (part), 7-1 2 as originally filed 

1 -5, 6 (part) received on 04.05.2004 with letter of 26.04.2004 

^' S !1S h ^^f ? above were available or furnished to this Authority in the 

language in which the intemational application was filed, unless otherwise indicated under this item. 

These elements were available or furnished to this Authority in the following language: , which is: 

□ the language of a translation furnished for the purposes of the international search (under Rule 23.1 (b)). 

□ the language of publication of the intemational application (under Rule 48.3(b)). 

° Rul^55 2^lnd2rV^^^ furnished for the purposes of intemational preliminaiy examination (under 

^' !iyt™f?^n^ nucleotide and/or amino acid sequence disclosed in the intemational application, the 

international preliminary examination was earned out on the basis of the sequence listing: 

□ contained in the intemational application in written forni. 

□ filed together with the Intemational application in computer readable form. 

□ furnished subsequently to this Authority In written form. 

□ fumished subsequently to this Authority in computer readable form. 

° l^f\.^^f!^3.^fx *e subsequently fumished written sequence listing does not go beyond the disclosure 
in the international application as filed has been fumished. » 

° Efn??aTbTen^^^^^^^ recorded in computer readable form is Identical to the written sequence 

4. The amendments have resulted in the cancellation of: 

□ the description, * pages: 

□ the claims, Nos.; 

□ the drawings, sheets: 

^* ° SiY^^^Iiw^f.® w established as if (some of) the amendments had not been made, since they have 
been considered to go beyond the disclosure as filed (Rule 70.2(c)). 

mpoiiT'^^^"^^'^^ ^'^^^^ con/a/n/nflf such amendments must be referred to under item 1 and annexed to this 
6. Additional observations, if necessary: 
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V. Reasoned statement under Article 35(2) with regard to novelty, inventive step or industrial applicabllitv- 
citations and explanations supporting such statement mausinai appncaDiiiiy, 

1. Statement 

Novelty (N) Yes: 

No: 

Inventive step (IS) Yes: 

No: 

Industrial applicability (lA) Yes: 

No: 

2. Citations and explanations 
see separate sheet 
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Re Item V 

Beqsoned statement under Article 35(2\ with regard t o noveltY. ini/«.t^ tiy<> 

step or 

indMStrial appUcglaflltv; citations and explanations Q U DDorting si.ch statement 

D1 : WO 96/1 7840 cited in the application 

D2: WO 95/30651 cited in the application 

D3: DE 43 1 9 887 = W09429267 cited in the application 

D4: EP-A-0 398 072 cited in the application 

D5: US-A-3 236 889 

1. Novelty 

Document D1 discloses stmcturally very close compounds according to fomiula (I) as 
claimed, which have an alkylether group Instead of a propargylether group In their 
stnjcture (see D1, compounds n° 100, 104-108, 110-113, etc. and example 14, 
compounds 14.1-14.3). 

Documents D2-D5 refer to stmcturally different fungicides, which do not have the rest - 
X-NH-C(O)- according to fomiula (1) as claimed. 
Claims 1-12 meet the criteria of Art. 33 (2) POT. 

2. Inventive step 

2.1 According to the application (see especially page 1, 1. 7-1 1) the problem underlying 
the Invention is the provision of compounds having an improved fungicidal activity if 
compared to the compounds of the prior art D1-D4 cited in the application. 

2.2 D1 represents the closest prior art, since it refers to structurally very close 
compounds also useful as fungicides. 

2.3 It is stressed that the application does not contain any comparative data showing 
that the abovementioned problem has actually been solved by the technical features of 
the claimed compounds. 

2.4 Consequently the problem underlying the present application should be seen In the 
provision of a further fungicides. 
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2.5 In view of the examples and the biological examples of page 49 it is credible that 
this problem has actually been solved by the technical features of claim 1 . 

2.6 The proposed solution is in view of the teaching of D1-D5 considered as surprising. 
The sl<illed person looking for further fungicides and starting from the closest prior art 
D1 (see especially p. 33, example 14, compounds 14.1. 14.2 or 14.3) would not have 
been led to replace the (m)ethoxy group with a propargyloxy group since there is no 
Indication in D1 nor D2-D5 that the propargyloxy group and the alkoxy group are 
bioisosteric substituents. 
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What is claimed is: 



50- 



1 . A compound of f omiula I 
R2 



R: 




^. (I) 

including tlie optical isomers thereof and mixtures of such isomers, wherein 

Ri is hydrogen, optionally substituted alkyi, optionally substituted cycloalkyi or optionally 

substituted aryl; 

R2, R3» R5, Re, and R7 are each independently of each other hydrogen or optionally 
substituted alkyi; 
R4 is optionally substituted alkyI; 
X is O or N-R7; and 
Rs is a group 
R. 



— C-O— R 



'11 



or 



;-N— S— R„ 



^10 



■? 

R 



wherein 



13 



R9 is optionally substituted aryl or optionally substituted heteroaryl; 

R10 and R11 are each independently hydrogen, optionally substituted alkyI, optionally 

substituted alkenyl or optionally substituted alkynyl; 

R12 is optionally substituted alkyI, optionally substituted cycloalkyi, optionally substituted aryl 
or optionally substituted heteroaryl; 

Ri3 is hydrogen or optionally substituted alkyI, alkenyl or alkynyl; and 
Ri4 is optionally substituted aikyi or optionally substituted amino. 



2, A compound according to claim 1 wherein Rio is hydrogen or alkyI, X is oxygen, Re Is 
-C(R9Rio)-ORiiand Rn is hydrogen or alkynyl. 

3. A compound according to claim 1 wherein X is oxygen, Ra is -C(Ri2Ri3)NH-S02-Ri4, 
and R12 is alkyI or branched alkyl. 



4. A compound of fomnula I according to any of claims 1 to 3, wherein 
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Ri is hydrogen, alkyi, cycloalkyi, phenyl or naphthyl; phenyl and naphthyl being optionally 
substituted by substituents selected from the group comprising alkyI, alkenyl, alkynyl, 
cycloalkyi. cycloalkyl-alkyi, phenyl and phenylalkyi, where all these groups may in turn be 
substituted by one or several halogens; alkoxy; alkenyloxy; alkynyloxy; alkoxy-aikyi; haloal- 
koxy; alkylthio; haioalkylthio; alkylsulfonyl; formyl; alkanoyi; hydroxy; halogen; cyano; nitro; 
amino; alkylamino; dialkylamino; carboxy; alkoxycarbonyl; alkenyloxycarbonyl; or alkynyl- 
oxycarbonyl; and R4 is alkyI; and Re is a group -C(R9Rio)-ORii, Rg is aryl or heteroaryl, each 
optionally substituted by substituents selected from to group comprising alkyI, alkenyl, 
alkynyl, cycloalkyi, cycloalkyl-alkyi, phenyl and phenylalkyi, where all these groups may be 
substituted by one or several halogens; alkoxy, alkenyloxy, alkynyloxy; alkoxy-alkyi; haloal- 
koxy; alkylthio; haioalkylthio; alkylsulfonyl; formyl; alkanoyi; hydroxy; halogen; cyano; nitro; 
amino; alkylamino; dialkylamino; carboxy; alkoxycarbonyl; alkenyloxycarbonyl and 
alkynyloxycarbonyl; and Rn is hydrogen; alkyI or alkynyl; or Ra is a group -C(Ri2Ri3)NH- 
SO2-R14, and Ri4 is alkyI or alkylamino. 

5. A compound of formula I according to any of claims 1 to 4, wherein 

Ri is hydrogen, Ci-C8-alkyI, Cg-Cs-cycloalkyl; and R2, R3, Rsand Rg are hydrogen; and R4 is 
Ci-Cs-alkyI; and R9 is phenyl, naphthyl, 1,3-biphenyl or 1 ,4-biphenyI, each optionally substi- 
tuted by one to three substituents selected from the group comprising Ci-Cs-alkyI, 
Ca-Ca-alkenyl, Ca-Cs-alkynyl, Ci-Ce-haloalkyI, Ci-Cs-alkoxy, Ci-Ca-haloalkoxy, 
Ci-Cs-alkylthio, Ci-Ca-haloalkylthio, Ci-Ca-alkylsulfonyl, halogen, cyano, nitro and 
Ci-Ca-aikoxycarbonyl; and Rio is hydrogen or Ci-C4-alkyl; and Ri, is hydrogen, Ci-Ca-alkyI 
or Ca-Cs-alkynyl; and R12 is C-Ca-alkyl. Cg-Ce-cycloalkyl, Cg-Ca-alkenyl, Ca-Ca-alkynyl; 
phenyl or benzyl wherein the phenyl and benzyl is optionally substituted by one to three 
substituents selected from the group comprising Ci-Ca-alkyI, C2-C8-alkenyl, Cz-Ca-alkynyl, 
C,-Ca-haloalkyl, Ci-Ca-alkoxy, Ci-Ca-haloalkoxy, C-Ca-alkylthio, Ci-Ca-haloalkylthio, 
C,-Ca-alkylsuIfonyl, halogen, cyano, nitro and Cj-Ca-alkoxycarbonyl; and R13 is hydrogen or 
C,-C4-alkyl; and R14 is Ci-Ce-alkyl; Ci-Ce-monoalkylamino or Ci-Ce-dlalkylamlno. 

6. A compound of formula I according to any of claims 1 to 5, wherein R, Is hydrogen or 
Ci-Ce-alkyI, and R2, R3, Rs and Re are hydrogen; and R4 is methyl or ethyl; and R9 Is phenyl 
or naphthyl each optionally substituted by one to three substituents selected from the group 
comprising Ci-Ce-alkyI, Ci-Ce-haloalkyI, C-Ca-alkoxy. Ci-Ce-haloalkoxy, Ci-Ce-alkylthip:^,^^^ 
Ci-Ce-haloalkylthio. halogen, cyano, nitro and Ci-Ca-alkoxycarbonyl; and Rio and R13 a^^^^ 




